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i icq f>f Menthv i \ artate As A Pain Reliever 



Field Of The Invention 



The invention reiates to the field of anaigesics and in particular to topical analgesics. The 
invention further relates to the field of menthol esters. 

Rarkg round Of The Invention 

Menthol has been used In venous topical preparations es a countenmtant. as an aesthetic 
agent (for its fragrance), and as a plasticlzer in denture adhesrve compositions, 
unfortunate.* the aroma of menthol has been a significant Nnderance to Its use ,n any 
meaningful amount other than where its fragrance Is desired. 

,n composites containing effective counter-imtant amounts of menthol (1 .25% .o 1 6% 
according to the FOA monograph for menthol), the aroma from menthol can be 
overpowering. 

vatous menthol esters have been praparad. Most of these esters have disagreed odora. 
making them rtuly unsuitable for use » a toptea, praduct. These odora are as disagreeable 
as. o, mora so than, menthol Itself, espedaly in amounts which era equtotolar with 
monograph counter-imtant effective amounts of menthol. 

Menthy, tactate is a known compound available e.g. tram Haarmann * Reimer GmbH 
(G em,any) under the name FRESCOLAT, Type ML. Two thirds of its " 
art— to the mentho, ^ The manufaCurarts product tHeratura m d,ca,es M > . - a 
■•cooling agent" and the, rt can be used in body cara and cosmetic products ,n M Jong 
,as«n, cooling and freshness are desired-. According to the ~^ 
,s virtually odoness, not su.fe.fng tram the -mint note" that is otherwise customary ,n me 
case o. other menthol derivatives. The compound is recommended for use as a f lavo, ,n 
concentrations o. 0.005% to 0.2% and in cosmetic and other externa, pmducte ,n 
concentrations ranging from 0.2% ,o 2.0%. The maximum recommen*d 
lactate as per the product literature is therefore 2.0% by weight. wh,ch would conespond 
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1 .3% by weight of the menthol moiety. Nowhere is there any indication or suggestion that 
menthyl lactate should be used as a topical pain reliever or at concentrations substantially 
in excess of those indicated by the product literature. 

Objects Of The Invention 

An object of the invention is to provide a topical pain reliever for external treatment. 

Another object of the invention is to provide a substantially odor-free composition having 
topical analgesic properties. 

Summary Of The Invention 

These and other objects of the invention can be achieved by using menthol lactate as the 
topical pain relieving active agent. 

Detailed Description Of The Invention 

The invention concerns a method of achieving topical (= external) pain relief, in an animal in 
need thereof comprising the application of a topical or mucous membrane suitable 
composition to the skin of said animal, wherein said composition comprises a topical or 
mucous membrane pain relieving effective amount of menthyl lactate. "Animal" preferably 
means warm-blooded animal (= mammal) and includes man. 

Moreover, the invention relates to the use of menthyl lactate (for the manufacture of a 
topical composition) for achieving topical pain relief. The topical composition may either be 
a pharmaceutical one or a veterinary one, preferably a pharmaceutical one. The topical 
composition is preferably applied to the skin or a mucous membrane of the subject to be 
treated. 

Menthyl lactate is the lactate ester of menthol and has the structural formula 
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The compound is available commercially under the name FRESCOLAT, Type ML from 
Haarmann & Reimer GmbH (Germany). It can also be readiiy made by processes known ,n 
the art by esterifiying the hydroxy group of menthol with lactic acid. 

For use as a topical pain reliever, menthy. lactate is present in compositions compatible with 
this use in amounts which range from about 2.0% to about 22% by weight of the total 
composition, preferabiy about 6.0% to about 1 8%. more preferably about 9.0% to about 
15%. by weight of the total composition. The remainder of the composition may be any 
suitable topical carrier which is compatible with menthyl lactate. 

The external topical preparations of the invention can be applied to any portion of the skin. 
However, application to the external genetalia. or the eyelids, or lips is not suggested, 
recommended, or usually desired. 

Typical externa, topical carriers and additives suitable for use in the present invention 
include, but are not limited to, 

earners such as lanolin, white petrolatum, propylene glycol (preferably up to about 10/c 
more preferably about 2% to about 8%). paraffin, an alcohol selected from ethanol and 
isopropy. alcohol (preferably up to about 30%. more preferably about 10% to about 25 /,), 
and water (preferably up to about 80%. more preferably about 45% to about 75%); 
surfactants such as TWEEN (preferably TWEEN 80) (preferably up to about 2.2%. more 
preferably about 0.2% to about 2.0%). and glyceryl stearate; 
thickeners such as accacia, methylcellulose. tragacanth, or a carbomer (preferably 
carbomer 980 or carbomer 940) (preferably up to about 1 .5%. more preferably about 0.5 A 
to about 1.2%); 
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pH adjusters such as triethanolamine (preferably up to 2.4%, more preferably about 0.5% to 
about 2.0%); 

and fragrance (preferably up to about 5.5%, more preferably about 0.2% to about 5.0%, 
most preferably about 0.5% to about 4.0%), especially eucalyptus oil (preferably up to 
5.5%, more preferably about 0.2% to about 5.0%), and the like, and mixtures thereof. 

The compositions for use in the present invention may take any appropriate form for the 
intended application area including, but not limited to, solutions, suspensions, powders, 
creams, ointments, impregnated bandages, etc. 

The present invention formulations are applied generally as needed anywhere from once to 
6 or more times a day, depending on the degree of relief required and the nature of the pain 
involved. The patient can suitably self regulate the frequency with which the compositions 
need be applied. 

The following example is intended to exemplify, but not to limit the invention. 
Example 1 : 

Ingredient 

Carbomer 980 
Purified Water 
Propylene Glycol 
Menthyl Lactate 
Eucalyptus Oil 

SO 3A Alcohol (= ca. 95 Vol% ethanol 
denatured with ca. 5 Vol% methanol) 
TWEEN 80 
Triethanolamine 
Fragrance 

The Carbomer 980 is dispersed in approximately 90-99% of the water in a mixing tank. The 
propylene glycol is then added to the dispersion. In a separate tank, mix together and 



Amount 

0.8% 

67.2% 

5.0% 

9.0% 

0.5% 

15.0% 
0.5% 
1.0% 
1.0% 
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dissolve the alcohol. TWEEN 80. fragrance, eucalyptus oil. and menthyl lactate. The 
second mixture is then added to the first mixture with continued mixing. In a third tank, the 
triethanolamine is dissolved in the remaining water. The third mixture is then added to the 
first mixing tank with continued mixing. 
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What is claimed is: 

1 . The use of menthyl lactate for the manufacture of a topical composition for achieving 
topical pain relief. 

2. The use according to claim 1 wherein the menthyl lactate is incorporated into the topical 
composition in a concentration of from about 2.0% to about 22% by weight of the total 
composition. 

3. The use according to claim 1 wherein the menthyl lactate is incorporated into the topical 
composition in a concentration of from about 6.0% to about 18% by weight of the total 
composition. 

4. The use according to claim 1 wherein the menthyl lactate is incorporated into the topical 
composition in a concentration of from about 9.0% to about 15% by weight of the total 
composition. 

5. A method of achieving topical pain relief in an animal in need thereof comprising topically 
applying to the external skin of said animal a topical pain relieving effective amount of 
menthyl lactate. 

6. The method of claim 5 wherein said menthyl lactate is applied in a concentration of from 
about 2.0% to about 22% by weight of the total composition. 

7. The method of claim 5 wherein said menthyl lactate is applied in a concentration of from 
about 6.0% to about 18% by weight of the total composition. 

8. The method of claim 5 wherein said menthyl lactate is applied in a concentration of from 
about 9.0% to about 15% by weight of the total composition. 

9. A topical pharmaceutical composition for achieving topical pain relief consisting 
essentially of menthyl lactate and at least one topically acceptable earner. 
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10. Menthyl lactate for use as a topical pain reliever. 
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